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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a group of novel azabenzimidazoles I, which are 
inhibitors of Rho-kinases . In compds. I, Rl is H or Cl-6 alkyl; R2 is 
halo or optionally substituted Ph, heteroaryl, or carboxamide; R3 is halo, 
(un) substituted Cl-6 alkoxy, (un) substituted phenoxy, heteroaryloxy , or 
heterocyclyloxy . The invention also relates to the preparation of I, 
pharmaceutical compns. containing I as active ingredients, as well as to the 
use of the compns. for the treatment of disorders involving Rho-kinases. 
II, prepared by bromination of 3-nitro-4-pyridone followed by chlorination, 
was oxidized to the corresponding 2-pyridone, which was chlorinated and 
substituted with ethylamine to give III, which underwent substitution with 
4-f luorophenol, reduction, and cyclization with cyanoacetic acid to form IV. 
Nitrous acid resulted in the transformation of IV into an oxime, which, 
upon heterocyclization with hydroxylamine, gave the aminof urazan-containing 
structure V. The compds. of the invention were tested for their 
inhibition of Rho-kinases (no data) . 

IT 850180-91-5P, (S)-4- [7- [ (3-Amino-l-pyrrolidinyl) carbonyl] -1-ethyl- 

6- [ (4-f luorophenyl) oxy] -IH-imidazo [4, 5-c] pyridin-2-yl] f urazan-3-amine 
850180-93-7P, 1 , 1-Dimethylethyl [3- [ [2- (4-aminofurazan-3-yl) -7- 



bromo-l-ethyl-lH-imidazo [4, 5-c] pyridin-6-yl] oxyjphenyl] carbamate 
850180-94-8P, N- [3- [ [2- (4-Aininofurazan-3-yl) -7-bromo-l-ethyl-lH- 
imidazo [4, 5-c] pyridin-6-yl] oxy] phenyl] acetamide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(drug candidate; preparation of trisubstituted azabenzimidazoles as 

Rho-kinase inhibitors) 
RN 850180-91-5 CAPLUS 

CN 3-Pyrrolidinamine, 1- [ [2- (4-amino-l, 2, 5-oxadiazol-3-yl ) -l-ethyl-6- (4- 

fluorophenoxy)-lH-imidazo[4,5-c]pyridin-7-yl]carbonyl]-, (38)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




F' 



RN 850180-93-7 CAPLUS 

CN Carbamic acid, [3- [ [2- (4-amino-l, 2, 5-oxadiazol-3-yl) -7-bromo-l-ethyl-lH- 
imidazo [4, 5-c]pyridin-6-yl] oxy]phenyl] -, 1 , 1-dimethylethyl ester (9CI) 
(CA INDEX NAME) 



H2N 




RN 850180-94-8 CAPLUS 

CN Acetamide, N- [3- [ [2- (4-amino-l, 2, 5-oxadiazol-3-yl) -7-bromo-l-ethyl-lH- 
imidazo [4, 5-c]pyridin-6-yl] oxy]phenyl] - (CA INDEX NAME) 



H2N 




IT 850180-88-OP, 4- [ 7-Bromo-l-ethyl-6- [ ( 4-f luorophenyl ) oxy] -IH- 
imidazo [4, 5-c] pyridin-2-yl] f urazan-3-amine 850180-92-6P, 



2- ( 4-Aminof urazan-3-yl) -l-ethyl-6- [ (4-f luorophenyl) oxy] -IH-imidazo [4,5- 
c]pyridine-7-carboxylic acid 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(intermediate; preparation of trisubstituted azabenzimidazoles as Rho-kinase 
inhibitors ) 
RN 850180-88-0 CAPLUS 

CN 1,2, 5-Oxadiazol-3-amine, 4- [ 7-bromo-l-ethyl-6- ( 4-f luorophenoxy ) -IH- 
imidazo[4,5-c]pyridin-2-yl]- (CA INDEX NAME) 



RN 850180-92-6 CAPLUS 

CN IH-Imidazo [ 4, 5-c] pyridine-7-carboxylic acid, 2- ( 4-amino-l , 2 , 5-oxadiazol-3- 
yl) -l-ethyl-6- (4-f luorophenoxy)- (CA INDEX NAME) 
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Br 
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